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Amendments to the Claims 
1-2 (Canceled) 



3. (Currently amended)A compound having the formula (I): 




^ N (X)n A 

wherein X and X" are independently C=0, C=S, C=NH, C=NR^, S^O or 

SOj; 

wherein n is 0 or 1; 

wherein R-^ is aJJcyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyi, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X'Tl^ H, alkyl, alkenyU alkynyl, aryl, heteroaryl^ cycloalkyl 
or heterocyclyl; 

wherein is hydrido, alkyl, alkenyl, alkynyl, aryl, heteroaiyl, cycloalkyl, 
heterocyclyl or hydroxyl; 

wherein A is H, NH2, NHR^ NR^R^, alkyl, alkenyl. alkyn>4, alkoxy, 
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aryloxy, aryl, lieteax»aiyl, cycloalkyl or heterocyclyl; 

wherein and are independently alkyl, alkenyl, alkynyl, aiyl, 
heteroatyl, cycloalkyl, heterocyclyl or carboalkoxy; 

wherein when n is 0, then A i$ additionally: 
O O O 



— |-P OR^ ""I" J ^^"^ — OR*^ 

Ors^ R53 pSS 

wherein each of R^-R^^ is independently C1-C15 alkyl; 
alternatively, wherein B and A together fbim a 5-7 membered 
heterocyclic or heteroaryl ring; 

wherein R^ is 

_j I 

1 N QC)„ A' 

wherein X' and X"' are independently CK), OS, ONH, C=NR^, S=0 or 

SO2; 

wherein m is 0 or 1; 

wherein R^'is alkyl, alkenyl, alkynyl, aryl, heteroaiyly cycloalkyl, 
heterocyclyl, hydroxyl, alkoxy, caiboxy or carboalkoxy; 

wherein B' is X'*"R^^ H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl 
or heterocyclyl; 

wherein R^is hydrido, alkyl. alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyl or hydroxy!; 

wherein A* is vinsubstituted alkvL alkenyl, alkynyl, alkoxy^w aryloxy; or 
alkyl wherein one or more hydrogen atoms is replaced bv a substitutent 
group selected from acyl amino, acylamino, acyloxv, carboalkoxy, 
catboxy, carboxyamido, cyano. halo. hvdroxvL nitro. thio, alkenvl, 
alkvnvh cycloalkyl heterocvclyL arvL heteroaryl, aPcoxy^ aryloxy. sulfinyi. 
sulfonyl, 0x0, guanidino, formyl and an amino acid side chain 
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provided that when B' is H and X' is C=0, then A* is other than 

(a) -(Ci-Ci6unsubstitutedalkyl)-NH2; 

(b) -(CrCioitoSubstitutedalkyI)-NHC(0)R^, wherein R° is -Ci-C,8 
unsubstituted alkyl, optionally substitutod with up to onp hydroxyl, carboxji or C^. 
alkoKV, or on e to three halo substitucnts i or -C^-C] ^ ^ selected substituted alk\1 wherein one 
proton is replaced bv a hvdroxvl caxboxvl or C i -C^ alkoxv. or one to three protons is 
replaced by a halo substituents; 

(c) -Ci-Ci« unsubstituted alkvI^- Optionally rnhfititutod with up in nnn 

hydroxyl, carboxyl or alkoxy, or one to tfaroo halo substituents^ 

(d) -<;:4-Ci8 unsubstituted alkenyl; 




wherein R^"^ is selected from CrCn- unsubstituted alkyl or C2-Cn" 
unsubstituted alkenyl; wherein R^^ is selected from hydroxyethyl, hydroxymethyl, 
mercaptomethyl, mercaptoetbyl, methylthioediyi, 2-thienyl, 3-indolemthyl, phenyl 
optionally substituted with a group selected from halo, nitro, CrC3-unsubstituted alkyl, 
hydroxy, Ci-Cs-unsubstituted alkoxy, Ci-C3-xmsubsituted alkylthio, carbamyl or C1-C3 
unsubstituted alkylcarbamyl; or benzyl optionally substituted with a group selected from 
halo, nitro, Ci-Ca-unsubstituted alkyl, hydroxy, Cj-Cs-unsubstituted aJkoxy, CrCs- 
unsubsituted alkylthio, carbamyl or C]-C3 unsubstituted alkylcarbamyl; wherein t is 0 or 1 
and wherein u is an integer fiiom 1-3; 

(e) ) -C^-C^ selected substituted alkvl wherein one proton is replaced bv 
a hvdroxvl, carboxvl or Cx-Ci alkoxv, or one to three protons is replaced by a halo 
substituents: and 

when B io H and X is C-Q, thcp X, together with A , B* is H and X' is 
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C=0. then X*, together with A' does not form a carbamate amino protecting group; 
and 

wherein when B' is H and m is 0, then A' is other than C4-C14 
unsubstituted alkyl; 

wherein is 




wherein K and K' together form a C3-C7 cycloalkyl or heterocyclyl ring or 
a C5-C10 aryl or heteroaiyl ring; 

wherein J is hydrido, amino, NHR^ NR^R^ alkyl, alkenyl, alkynyl, 
alkoxy, arjdoxy, aryl, heteroaxyl, cycloalkyl, heterocyclyl, alkylamino, hydroxyl, thio, 
alkjdthio, alkenylthio, solfinyl, sulfonyl, azido, cyano, halo, 



S s 




wherein each of R^, R^, and R^^is independently alkyl, cycloalkyl, 
heterocyclyl, aryl or heteroaryl; or R^ and R^ together form a 5-8 membered heterocyclyl 
ring; 

wherein R*' and R*^ are independently alkyl, alkenyl, alkynyl, aiyl, 
heteroarji, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with R^^, forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 

ahematively, wherein J, together with both R^^ and R^*, forms a 5-8 
membered aryl, cycloalkjd, heterocyclyl or heteroaiyl ring; and 

wherein each of R^^ and R^® is independently hydrido, halo, hydroxyl, 

CX>59 us Rcsp to 121504 OA 031405 Page 8 of 76 

PAffi llfgr RCVD AT 3/14/2005 5:29:34 PM [Eastern 



0.3/14/2005 1$:31 FAI 7Sia610566 



CUBIST PHARMA 



@1 



alkoxy. amino, thio, sulfinyl, sulfonyl or 



;or 



wherein R'^ and R*^ taken together can form a ketal, thiokctal, 



=<=o 



=S ' =<=nOr22 or =<=nnr22r23 



wherein each of R^ and R^ is independently hydrido or alkyl. 



4. (Previously presented) A compound having the formula (I): 




HO2C 
and salts thereof; 

wherein R is: 



(I) 



B 



-N (X)„ A 



SO2; 



wherein X and X" are independently C=0, C=S. C=NH, C=NR^ S=0 or 
wherein n is 0 or 1 ; 
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wherein is alkyi, alkenyl, alkynyl, aryl, heteroaiyl, cycloalkyl, 
hetcsrocyclyl, hyciioxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X"R\ H, alkyl, alkenyl, alkynyl. aryl. heteroaryl, cycloalkyl 
or heterocyclyl; 

wherein R^is hydride, alkyl, alkenyl, alkynyl, aryl, heteroaiyl, cycloalkyl, 
heteiocyclyl or hydroxy!; 

wherein A is H, NH^, NHR^ NR-^R^ alkyl, alkenyl, alkynyl, alkoxy, 
arjioxy, aryl, heteroaiyL cycloallQd or heterocyclyl; 

wherein R^ and R^ are independently alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 

wherein when n is 0, then A is additionally: 
09 O 



— |-P OR^ ""^"'j^ — |-P Ors° 

0R51 R^ r53 

wherein each of R^-R^^ is independently Ci -C] 5 alkyl; 
alternatively, wherein B and A together form a 5-7 membered 
heterocyclic or heteroaryl ring; 

wherein R^ is 

_^ I 

1 N (X')„ A- 

wherein X' and X*" are independently C=0, C=S. C=>}H, C=NR^, S=0 or 

SO2; 

wherein m is 0 or 1; 

wherein R^ is alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl, 
heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' and A' together form a 5-7 membered heterocyclic or 
heteroaryl ring; 

wherein R^' and R®* are independently alkyl, alkenyl, alkynyl, aryl. 
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heteroaryl, cycloallcyl, heterocyclyl or carboalkoxjr, 
wherein is 




wherein K and K* together form a C3-C7 cycloalkyl or heteiocyclyl ring or 
a C5-C10 aryl or heteroaryl ring; 

wherein J is hydrido, amino, NHR^, NR^R^, alkyl, alkenyl, alkynyl, 
alkoxy, aiyloxy, aryl, heteroaryl, cycloalkyl, heterocyclyl, alkylamino, hydroxyl, thio, 
alkylthio, alkenjdthio, sulfinyl, sulfonyl, azido, cyano, halo. 



S S 




wherein each of R^^, R^^, and R^is independently alkyl, cycloalkyl, 
heterocyclyl, aryl and heteroaryl; or R^'^ and R^^ together form a 5-8 membered 
heterocyclyl ring; 

wherein and R^ are independently alk>1, alkcnyl, alkynyl, aryl, 
heteroaryl, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with R^^, forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 

alternatively, wherein J, together with both R*^ and R^^, forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R^^ and R'® is of hydrido, halo, hydroxyl, alkoxy, amino, 
thio, sulfinyl, sulfonyl or 
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whjerem R and R taken together can fonn a ketal, thioketal, 

Wherein each of R- and R- is independently h^do or aDcyl. 

5. (Currently amended) The compound according to either of claims 3 or 
4, wherein R is s clcotcd fi^ota 



NR= 



rs 



R* 



,R« 




oh 



or-aftd- 




R" 



r3 
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wherein each of R"* R^ and is independently hydrido, alkyl, aryl, 
heterocycljd or heteroaiyi, and wherein R"*** alkyl, aryl, heterocyclyl or heteroaiyl. 



6. (Previously presented) The compound according to claim 5, wherein R 



IS 




^5 





or 




OH R3 
wherein R'*' is alkyl, aiyl-substituted alkyl, substituted phenyl, heteroaryl, heterocyclyl, 



optionally substituted (C8-Ci4)-straigJit chain alkyl or 
alkyl group. 



SR' 



; wherein R^ is an 



7. (Previously presented) Hie compound according to claim 6, wherein R 



IS 
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H 



^(Ce-Ci3)^straighft-chdin alkyi 



O 



3)-stra^ht-chain alkyi 




OH 



or 



O OH 



wherein is chloro or trifluoromethyl and wherein q is 0 or L 



8. (Previously presented) The compound according to either of claims 3 or 
4, wherein is: 

O 





or 



H 




?13 



wherein R is a natural amino acid side chain or an amino acid side chain 
that is not naturally occurring; 

wherein each of R^, R^^ and R" is hydrido, alkyl, aryl, heterocyclyl or 

heteroaryl; 

wherein R^^ is heterocyclyl, heteroaryl, aryl, or alkyl and 
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Wherein R^^ is (Ci-Cs-alkyl), 

9. (Previously presented) The compound according to claim 8, wherein 



is: 



Ri2 or 

H 




wherein R^ is tryptophan side chain or lysine side chain; 
wherein R'^ is tmidazolyl, N-methylimidazolyl, indolyl, quinolinyl, 
benzyloxybenzyl, or benzylpiperidenylbenzyL 

10. (Previously presented) The compoimd according to either of claims 3 




or 4, wherein J is hydrido, amino, azido or 

wherein R^' and R^* taken together form a kctal, 

=^=0 or =|=nor22 

or wherein R^^ is hydroxyl when E}^ is hydrido; 
or wherein J, together with R^^, forms a heterocyclyl ring. 



1 1 . (Previously presented) The compound acconiing to claim 10, wherein 



RMs 
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or 




whcsrem R*^ and R^^ taken togdher fonn a 
=^=0 or =1=N0R^ 



, wherein R^ is H or alkyl; and wherein R^^ i 



15 



s 



— >-s 

hydrido^ amino, azido or 

12, (Previoiisly presented) The compound according to claim 1 1 , wherein 



R^is 



O NHj 




13- (Withdrawn) The compound according to either of claims 3 or 4 
wherein said compound 



Cpd# 


R 






37 


NHCO(CH2)8CH3 


HN NH 


O N3 
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38 


NHCO(CH2)8CH3 




0 NH2 


39 


NHCO(CH2)gCH3 


O OCOCK4 

OCOCH3 


0 NH9 


40 


NHCO(CH2)8CH3 


"-TO 


AS 


41 


NHCO(CH2)8CH3 


0 

HN''''^^*Y^NHBOC 
T*' NHBOC 




42 


NHCO(CH2)4CH3 


0 

"T" NHBOC 


0 NM2 

•TO 


43 


NHCO(CH2)8CH3 


Q 

"T" NHBOC 


0 NHq 


44 


NHCO(CH2)8CH3 


0 

^ NHBOC 


TO 


45 


NHCO(CH2)8CH3 


' ^ PI 


0 NH* 


46 


>JHCO(CH2)8CH3 


0 


AS 


47 


NHCO(CH2)8CH3 


0 


0 NHz 

TO 


48 


NHCO(CH2)8CH3 


0 


0 NH2 

TO 


49 


NHCCXCH2)8CH3 


H^jX^-^x^NHTs 
NHBOC 


0 NH2 


50 


NHCO(CH2)8CH3 


"-TO 


■AS 


51 


NHCO(CH2)8CH3 


0 

NH2 


0 NHj 

TO 


52 


NHCO(CH2)8CH3 




0 NH2 

-TO 


54 


NHCO(CH2)8CH3 


0 

NKb 


/5 



\ 
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55 


NHCO(CH2)8CH3 


o 

' NHBOC 


0 NHz 


56 


NHCO(CH2)8CH3 




0 NH2 

-r !^ 


58 


NHCC)(CH2)aCH3 


NH 

HN NH 
0 \ / 


-fU 


60 


NHCO(CH2)8CH3 


t NHa " NH 


0 NH2 


61 


NHCO(CH2)8CH3 




0 NHa 


62 


NHCO(CH2)8CH3 


T- NH2 "^fj 




63 


NHCO(CH2)aCH3 


' H 


0 NH2 


64 


NECO(CH2)jCH3 


OGH3 

^ H 




65 


NHCO(CH2)8CH3 


1 NH2 0 NH2 


0 NH? 

AS 


66 


NHCO(CH2)8CH3 


0 /^\ 


AS 


67 


NHCO(CH2)8CH3 




0 NH2 


68 


NHCO(CH2)8CH3 




AS 


69 


NHCO(CH2)8CH3 


0 

nr NH2 


0 NH2 


72 


NHCO(CH2)8CH3 


0 

"T" NH2 


0 NH2 


73 


NHCO(CH2)8CH3 


0 

~r NfHj N«s^ 
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74 


NHCO(CH2)8CH3 




0 NHa 


75 


NHCO(CH2)8CH3 






76 


lSIHCO(CH2)8CH3 






77 


NHCO(CH2)8CH3 


NH(CH2)20H 


AS 


78 


NHCO(CHj)8CH3 


NH2 


w 1X112 

-rO 


79 


NHCO(CH2)8CH3 






80 


NHCO(CH2)8CH3 






81 


NHCO(CH2)8CH3 


H 


Ai 


82 


NHCO(CH2)8CH3 






83 


NHCO(CH2)8CH3 






84 


NHCO(CH2)8CH3 






85 


NHCO(CH2)8CH3 




0 NH2 

-TO 


86 


o 

JL a _ MT«i 

1 NHz 




A5 


87 


NHCO(CH2)8CH3 




A5 


88 


NHCO(CH2)8CH3 




0 NHz 


89 


NHCO(CH2)8CH3 


a 


A^ 
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90 


NHCO(CH2)8CHj 




O NHb 
ti t 


91 


NHCO(CH2)8CH3 






92 


NHCO(CH2)8CH3 






93 


NHCO(CH2)8CH3 






94 


NHCO(CH2)8CH3 




0 NHo 

-rti 


95 


NHCO(CH2)8CH3 




-fib 


96 


NHCO(CH2)8CH3 




JL JC 

■WO 


97 


NHCO(CH2)8CH3 


OMe 


0 NH9 


98 


NHCO(CH2)8CH3 




oi 


99 


NHCO(CH2)8CH3 


1 \ /2 




100 


NHCO(CH2)8CH3 




Ai 


101 


V V V ft 




-flQ 


102 


NHCO(CH2)iiCH3 




/5 


103 


NHCO(CH2)8CH3 






104 


NHCO(CH2)8CH3 




O KIH2 
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105 


NHCO(CH2)8CH3 


NO* 


0 NH^ 


106 


NHCO(CH2)sCH3 


OH 


AS 


107 


NHCO(CH2)8CH3 




AS 


108 


NHCO(CH2)8CH3 


Cl 




109 


NHCO(CH2)8CH3 






110 


NHCOfCHa^RCHT 




0 NH2 


111 


NHCO(CH2)8CH3 




0 NH3 


112 


NHCO(CH2)8CH3 


1 \ 


AS 


113 






-PO 


114 


NHCO(CH2)8CH3 






115 


NHCO(CH2)8CH3 




0 Nhl, 

M 1 * 


1 ^fi 










NnCU(CH2)8CH3 




XX 
-TO 


118 


NHCO(CH2)8CH3 




0 NM2 


119 


NHCO(CH2)sCH3 




0 NH2 

Ai 



C059 US Resp to 121504 OA 03 1405 Page 21 of 76 



PA(X24/81'RCVDAT3IU/2005 5:29:34 PM [Eastern Standard Tlmel'SVRm^ 



03/14/2005 ia:34 FAI 781d610566 



CUBIST PHARMA 



Hi 



120 


NHCO(CH2)8CH3 






121 


NHCO(CH2)8CH3 




AS 


122 


NHCO(CH2)8CH3 




XT' 


123 


lSIHCO(CH2)8CH3 






124 


NHCO(CH2)sCH3 


4xk ) 


O NH2 


125 


NHCO(CH2)8CH3 


2 


-f u 


126 


NHCO(CH2)8CH3 


2 


■TO 


127 


NHCO(CH2)8CH3 


k tl_l /SS=V ' *» 




128 


NHCO(CH2)gCH3 






129 


NHCO(CH2)8CH3 






130 


NHCO(CH2)8CH3 




0 NH2 


131 


NHCO(CH2)8CH3 


-to) 


0 NH2 


132 


NHCO(CH2)rCH3 


/ OMe\ 

2 




133 


NHCO(CH2)8CH3 


NH2 

"-TO 
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134 


NHCO(CH2)8CH3 


/ OMc \ 


O NH2 


135 


NHCO(CH2)8CH3 


nfXx 


A^ 


136 


NHGO(CH2)8CH3 




-TO 


137 


NHCO(CH2)8CH3 






I JO 






-rO 


137 






-fO 


140 


NHCO(CH2)8CH3 






141 


NHCO(CH2)8CH3 




n MLi 


142 


NHCO(CH2)gCH3 




O NH^ 

Ai 


143 


NHCO(CH2)8CH3 




O NH2 


144 


NHCO(CH2)8CH3 




O NH^ 

Ab 


145 


NHCO(CH2)8CH3 




Ai) 


146 


NHCO(CH2)8CH3 


' N 


-f u 


147 


NHCO(CH2)8CH3 




-AS 


148 


NHCO(CH2)8CH3 




O NHi 

A^ 
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149 


NHCO(CH2)8CH3 




0 NH2 


150 


NHCO(CHa)8CH3 


To 

H 




151 


NHCO(CH2)8CH3 




0 NH2 

-no 


152 


NHCO(CH2)8CH3 






153 


NHCO(CH2)8CH3 




-AS 


154 


NHCO(CH2)8CH3 






155 


NHCO(CH2)8CH3 


' '^0"Octy. 




156 


NHCO(CH2)8CH3 




O NH2 


157 


NHCO(CH2)8CH3 








iNri^vJ^L'£l2^V'n3 




0 NH2 


159 


NHCO(CH2)8CH3 


HIST N 




160 


NHCO(CH2)8CH3 






161 


NHCO(CH2)sCH3 






162 


NHCO(CH2)bCH3 




0 NH2 


163 


NHCO(CH2)8CH3 


^4 


/5 
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CUBIST PHARMA 



@028 



164 


NHCO(CH2)8CH3 






165 


NHCO(CH2)8CH3 






166 


NHCO(CH2)8CH3 


F 

_ J 




167 


NHCO(CH2)8CH3 




0 NH2 


168 


NHCO(CHj)»CH3 






169 


NHCO(CH2)8CH3 




0 NH2 


171 


NHCO(CH2)8CH3 


2 


-no 


172 


NHCO(CH2)«CH3 




0 NH2 


173 


NHCO(CH2)8CH3 




0 NH2 


174 


NHCO(CH2)8CH3 






175 


NHCO(CH2)8CH3 


I U 




176 


lSIHCO(CH2)8CH3 






177 


NH2 




0 NH2 
II 1 


178 


NHCO(CH2)8CH3 


1 NH2 


0 NH2 


179 


NHCO(CH2)8CH3 


'T' NH^ 
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CUBIST PHARMA 



[g]029 



180 


NHCO(CH2)8CH3 


1 Nrt^moc 


O NH2 

-ro 


181 


NHCONH(CH2)ioCH3 






1S3 


NHCO(CH2)8CH3 






184 


NHCO(CH2)8CH3 


-t- XJ 




1 UK 
ioD 




OH 


O NH2 


1 0£ 

loD 




\ /2 


+ 0 


ls7 


NJaCO(CH^8CH3 




0 NH2 


189 


NHCO(CH2)8CH3 




0 MH2 

II 


192 


NHCO(CH2)8CH3 


0 


Xi 








0 NH2 

-TO 


195 


NHCCXCH2)sCH3 


cor J 

2 


0 NH2 


196 


NHCO(CH2)8CH3 




O KEH2 


197 


NHCO(CH2)sCH3 






198 


NHCO(CH2)8CH3 




0 NH2 


199 


NHCO(CH2)8CH3 




0 mz 

-TO 
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CUBIST PHARMA 



12)030 



200 


NHCO(CH2)8CH3 


u 
n 




201 


NHCO(CH2)8CH3 


' "H^yl 




202 


NHCO(CH2)8CH3 


HidW\ ) 


+ u 


203 




1 NH2 ^^."^ 

H 




204 


NHCO(CH2)8CH3 


N 
H 


-mO 


205 


]SIH(CH2)gCH3 


"/op 

H 




206 


NHCO(CH2)8C02MC 


0 

1 NH2 ^^J^-^ 
H 


O NH, 


207 


NHCO(CH2)6C02Me 


0 

H 


O NH, 






O y=v 

1 Ph 




209 


NHCO(CH2)8CH3 


NOz 




210 


NHCO(CH2)gCH3 


CI 




211 




08n 




212 


NHCO(CH2)8CH3 




O NHp 


213 


NHCO(CH2)6NHBoc 


N 
H 


0 NHa 
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CUBIST PHARMA 



g|031 



214 


NHCO(CHj)7NHBoc 


0 

H 


O NH2 


215 


NHCO(CH2)ioNHBoc 


N 
H 


AS 


216 


NHCO(CH2)iiNHBoc 


0 

H 


0 NHz 


217 


NHCO(CH2)ioNH2 


H 




218 


NHCO(CH2)iiNH2 


H 


0 NH2 


219 


NHCO(CH2)6CH(CH3)2 


H 








0 

' NH2 "^n"^ 
H 


-TO 


111 


NHCO(CH2)8CH3 


^ H /2 


0 NH2 


223 


NHCO(CH2)8CH3 






224 


NHCO(CH2)8CH3 


NHBoc 




225 


NHCO(CH2)8CH3 


HN'-'^V''"' ""^ 


n WW- 


226 


NHCO(CH2)8CH3 


o 


0 NH2 


111 


NHCO(CH2)8CH3 




0 NHk 


22% 


NHCO(CH2)8CH3 




0 NHa 
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CUBIST PHARMA 



@032 



229 


NHCO(CH2)gCH3 


(5 




230 


NHCO(CH2)gCH3 


0 

CI 


O NHi 


231 


NHCO(CH2)(tCH3 


0 

' Ph 


AS 


232 


NHCO(CH2)8CH3 




O NHj 


233 


NHCO(CH2)»CH3 




U Nn2 

A; 


234 


NHCO(CH2)gCH3 






235 


NHCO(CH2)8CH3 






236 


NHCO(CH2)8CH3 




Ao 


237 


NHCO(CH2)8CH3 




A^ 


238 


NHCO(CH2)8CH3 






239 


NHCO(CH2)8CH3 






240 


NHCO(CH2)8CH3 


CI 


0 NHj 

Ail 


241 


NHCO(CH2)gCH3 




0 NHa 

A6 


242 


NHCO(CH2)8CH3 






243 


NHCO(CH2)8CH3 




A6 


244 


NHCO(CH2)8CH3 






245 


NHCO(CH2)8CH3 


O 

1 NHb 


-AS 
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246 


J 


H 


0 NH2 


247 




H 




248 




0 

H 


0 NH2 


249 




H 




250 


J 


0 _ 
H 




251 


1 


0 

^''^^'^Y"""""^ — 


AS 


252 


^ TV Y/^rf^yy*1w T \ y^TT 

NHCOCCHjjgCHj 






253 


NHCO(CH2)gCH3 




-IT llj 


264 


0 N=N 

""'i'" 




0 NH2 


265 


NHCO(CH2)gCH3 


a 




266 


NHCO(CH2)8CH3 


1 \ 


0 NHa 

-f u 


267 


NHCO(CH2)gCH3 




0 NH2 

^^^^^ 


268 


NHCO(CH2)8CH3 




0 NHj 


269 


O N=N 

1 


0 
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CUBIST PHARMA 



@|034 



271 


NHCO(CH2)8CH3 




O NH2 


211 


NHCO(CH2)8CH3 




O NH2 


213 


NHCO(CH2)aCHi 




0 NH3 


274 


NHCO(CH2)8CH3 






/ J 








276 


NHCO(CH2)gCH3 






111 


NHCO(CH2)8CH3 




0 NH2 

J] 1 


278 


NHCO(CH2)8CH3 


■ ^'''^V ^Nv V''^V 




279 


.NHCO(CH2)8CH3 




0 KH2 

JL 1 

-ro 


280 


NHCO(CH2)8CH3 




0 NH2 




JNntjU(,Crl2^8*-'"3 






282 


NHCO(CH2)bCH3 






283 


NHCO(CH2)8CH3 




0 NH2 


284 


NHCO(CH2)8CH3 




AS 
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CUBIST PHARMA 



111035 



285 


NHCO(CH2)8CH3 


a 


O KH2 


2S6 


NHCO(CH2)8CH3 






ZoJ 




^AV^ II 1 1 




288 


NHCO(CH2)8CH3 


V XX JL 


AS 


289 


NHCO(CH2)8CH3 




O NHa 


290 


NHCO(CH2)8CH3 


N/N/N/* II 1 I 


AS 


291 


NHCO(CH2)8CH3 


OH 

CI 


O NH, 


295 


NHCO(CH2)iiCH3 


o 

"T" NHBoc 


AS' 


296 


NHCO(CH2)ioCH3 


"T" NHBoc 


Q NKt2 


297 


NHCO(CH2)5CH3 


0 

^ NHBoc 


AS 


298 


NHCONH(CH2)7CH3 


q 

1^ P^, -'''^v,-^^^'''"^^ NH Boc 
NHBoc 


O Nhi) 

A^ 


299 


NHCONH(CH2)ioCH3 


0 

f^js^-'-'^Y'''''''''^^ — ^NHBoc 
"T" NHBoc 


p NHz 


300 


NHCONH(CH2)iiCH3 


O 

l^^-'-'V^--''^'-^ — ^NHBoc 
"t" NHBoc 


A5 


301 


NHCO(CH2)x,CH3 


o 

I 


Ai 
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CUBIST PHARMA 



@|036 



302 


NHCO(CH2)ioCH3 


o 

HN "'^NHa 


p NH2 


303 


NHCO(CH2)9CH3 


0 

^ NHz 




304 


NHCONH(CH2)7CH3 


0 


-ru 


305 


NHCONH(CH2),oCH3 


0 


-TO 


306 


NHCONH(CH2),iCH3 


O 


AS 


307 


NHCO(CH2)9CH3 


i>inDCx« N 
H 


O NH* 


308 


NHCO(CH2)ioCH3 


0 

H 




309 


NHCO(CH2)ioCH3 


0 

NH, N 


0 NHj 


310 


NHCO(CH2)9CH3 


O 


O NH2 


•3 11 
ill 




0 

HN''^ — jrC^ 

NH2 




315 


NHCONH(CH3)7CH3 


OCH, 

. H 




316 


NHCONH(CH2)7CH3 


LJI.l'''''\^^ 

HN |/ 




317 


NHCONH(CH2)7CH3 






318 


NHCO(CH2>jCH3 


N 
H 


0 NHz 
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CUBIST PHARMA 



121037 



319 


NHCO(CH2)oCH3 


HIT ^ i 


Ail 


320 


NHCO(CH2)nCH3 


OCH. 

H 


-rO 


321 


NHCO(CH2)iiCH3 




0 NH2 


322 


NHCO(CH2)i,CH3 




-no 


323 


NHCO(CH2)8CH3 




-no 








-f u 


325 


NHCO(CH2)8CH3 




-no 


326 


NHCO(CH2)8CH3 


F 




327 


NHCO(CH2)8CH3 




0 NH, 

+ u 


328 


NHCO(CH2)8CH3 




XT 
■TO 


329 


NHCCXCHskCHi 




0 NH2 


330 


NHCO(CH2)8CH3 




0 NH2 


331 


NHCO(CHz)8CH3 




0 NH2 

-r U 


332 


NHCO(CH2)ioCH3 




0 NH, 


333 


NHCO(CH2)ioCH3 




A6 
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CUBIST PHARMA 



334 


NHCO(CM2)ioCH3 




0 NHa 


335 


NHC0NH(CH2)i 1 CH^ 




0 NH2 


336 


NHCONH(CH2)nCH3 






337 


NHCONH(CH2)„CH3 


H 


0 NH^ 


338 


NHCO(CH2)i2CH3 


0 

* NHBoc ^pi"^ 




339 


i^*l^'-'^V.'Xl2/ 1 2>-'"3 


0 

^ T 

' NHa 

H 


0 NH2 

-TO 


340 


NHCO(CH2)i2CH} 


O 

"t^ NHBoc 




341 


NHCO(CH2)i2CH3 


o 

7 1 


0 NH2 

-TO 


345 


NHCO(CH2)i2CH3 






346 


NHCO(CH2)i2CH3 


iOCK, 

H 


0 NH, 


347 


]SIHCO(CH2)7CH3 


OCH, 




348 


NHCO(CH2)7CH3 




0 NH3 

y 1 


349 


NHCO(CH2>7CH3 






350 


"P 






351 


NHCO(CH2),iCH3 


0 NHa 
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CUBIST PHARMA 



i)039 



352 


NHCONH(CH2)ioCH3 


hn^tS 


O NH2 

-f u 


355 


NHCONHrCH,'),ftCHi 


~p 




356 


NHCONH(CH2)ioCH3 


OCH, 


0 NHU 


358 


NHCO(CH2)8CH3 






359 


NHCO(CH2)8CH3 




0 NH2 

Ab 


360 


NHCO(CH2)8CH3 


o 

Mjif-Q-|->Q<CH, 


XT' 


361 


NHCO(CH2)8CH3 




-TO 


362 


NHCO(CH2)5CH3 


0 


-TO 


363 


NHCO(CH2)8CH3 




0 NH9 

AS 


364 


NHCO(CH2)8CH3 




0 Nhk 


365 


NHCO(CH2)8CH3 


1 Q 


A^ 


366 


NHCO(CH2)8CH3 




0 NH2 


367 


NHCO(CH2)8CH3 




Ab 


368 


NHCO(CH2)8CH3 




0 


369 


NHCO(CH2)8CH3 




0 NHU 


370 


NHCO(CH2)8CH3 




0 NH? 

Ai 
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CUBIST PHARMA 



@040 



371 


NHCO(CH2)8CH3 




0 NH2 


_/ I £t 








373 


NHCO(CH2)8CH3 




-TO 


5 /4 


NHCO(CH2)8CH3 






375 


NHCO(CH2)8CH3 






376 


NHCO(CH2)8CH3 


F 




377 


NHCO(CH2)8CH3 






378 


NHCO(CH2)8CH3 






379 


MHCO(CH2)4CH3 


CI 


+ 0 


380 


NHCO(CH2)8CH3 




0 NHU 


381 


NHCO(CH2)8CH3 


F 


-TO 


382 


NHCO(CH2)8CH3 






383 


NHCO(CH2)8CH3 






384 


NHCO(CH2)gCH3 




0 NH2 


385 


NHCO(CH2)8CH3 


F3C 


AS 


386 


NHCO(CH2)8CH3 


CF3 1 


0 NH, 
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CUBIST PHARMA 



387 


NHCO(CH2)8CH3 




O NH2 




NHCOCCHaJsCHs 




0 NH2 

1 1 


389 




a 


-TO 


390 


NHCO(CH2)8CH3 


P' 
a 


0 NH, 


391 


NHCO(CH2)8CH3 






392 


NHCO(CH2)gCH3 


1 




393 


NHCO(CH2)8CH3 






394 


MICO(CH2)8CH3 






395 


NHCO(CH2)8CH3 




0 NH2 


398 


NHCO(CH2)sCH3 






399 


NHCO(CH2)8CH3 




-TO 


400 


NHCO(CH2)8CH3 


0 




401 


NHCO(CH2)8CH3 




/5 
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CUBIST PHARMA 



@042 



402 


NHCO(CH2)8CH3 






403 


NHCO(CH2)8CH3 


II u 
0 


-AS 


404 


NHCO(CH2)8CH3 


OH 


-AS 


405 


1^CO(CH2)bCH3 




0 NH 


406 


NHCO(CH2)8CH3 


CO 




407 


NHCO(CH2)gCH3 


CI 


.AS 


408 


NHCO(CH2)8CH3 




-AS 


409 


NHCO(CH2)8CH3 






410 


NHCO(CH2)8CH3 




0 NHtz 



14. (Withdrawn) The compound according to claim 13 wherein the 

compound is 
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CUBIST PHARMA 



@|D43 



Cpd# 


R 


R' 


R= 


45 


NHCO(CH2)8CH3 




A5 


54 


NHCO(CH2)8CH3 


Q 




76 


NHCO(CH2)8CH3 






81 


NHCO(CH2)8C3l3 


H 




85 


NHCO(CH2)8CH3 






102 


NHCO(CH2)iiCH3 






209 


NHCO(CH2)8CH3 


NO2 


0 NH2 
II 1 

-no 


212 


NHCO(CH2)8CH3 


HN-"^ 1 
H 






NHL.U(CH2)8CH3 


Llt.W''^'^^ \ fc^ 


0 NH: 


282 


NHCO(CH2)8CH3 




1 jf* 
-ro 


285 


NHCO(CH2)8CH3 


CI 


0 NH2 


319 


NHCO(CH2)9CH3 




0 NHo 


322 


NHCO(CH2)„CH3 






333 


NHCO(CH2),oCH3 




0 NH, 


334 


NHCO(CH2)ioCH3 
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CUBIST PHARMA 



@044 



Cpd# 


R 


R' 






MilCONH(CHa)i 1 CH3 






336 


NHCONH(CH2)iiCH3 




A5 


355 


NHCONH(CH2)ioCH3 




A5 



15. (Withdrawn) A compound of formula (J) accoiding to either of claims 
3 or A, wherein R is NHCO-[(C6.C,4)-alkyl]-CH3, md r' and R^ are selected fiom: 





r2 


HhT'NH 


0 N3 

-TO 






0 OCOCH3 
I OCXJCM3 


-AS' 




0 NH2 


nr NHBoc 


AS" 


0 

NHBOC 




0 

"T" NHBOC 


0 NH, 


1 NHBOC 

H 


0 NH, 


H 


0 NHj 



C059 US Resp to 12 1504 OA 03 1405 Page 4 1 of 76 

PAGE 44/81 ' RCVD AT 3/14/2005 i:29:34 PM [Eastern Standard Time] ' SVR:USPT0{F)(RF-1/1 ' DNIS:8729306 ' CSID:7818610566 ' DURATION (min«s):18-22 



'o3/14/2t)05 ld:3$ FAI 7Sld610566 



CUBIST PHARMA 



o 


0 NH2 


o 


A5 


1 NH2 


0 NH; 


0 

HT' NHBOC 


0 NH2 




p NHa 




0 NH2 




4:^5 


NH2 




0 

NHBOC 


0 NH* 




0 NH3 
-r \J 


NH 
HN NH 


Ai 


0 

1 NH2 " NH 


AX 


HTT^^^ 

1 N 
H 


0 NH2 

Ai 


HrV-[rP 

1 NHa '^N 
^ H 


0 NH2 


F 

( NH2 ^N 

H 1 


0 NH2 
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CUBIST PHARMA 



SI046 



o 

H 


0 NHs 


1 NHi 0 NH: 


-no 






o 


0 NH9 


1 NHj "^S 


0 NH2 


0 




0 




^ NH, N**^ 


0 NH2 

A; 


O 


0 NH2 


o 

II 

1 


4^ 


NH(CH2)20H 




"IT' N^'N 


4^ 


H 


4^\i 


H 


4^ 


H 


AS 




0 NH3 

-no 
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CUBIST PHARMA 



121047 



a 


1 




0 NHj 




0 NH, 










o 


-no 




0 NH2 




0 NH3 




0 NHi 




0 NH-» 




0 NHn 

11 1 
















-AS 
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CUBIST PHARMA 



=noL^ 




H 


AS 




O NH? 




-TO 


OH 


0 NH2 




0 NH2 


CI 








z 


-r U 




AS 




0 Nh» 










NC 
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16. (Withdrawn) The compound according to claim 1 5, wherein R is 
NHCO-[(CH2)6-,4]-CH3. 
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17. (Previously presented) A pharmaceutical composition comprising the 
compound according to either-one of claims 3 or 4 and a phaimaceutically acceptable 
carrier. 

18. (Withdrawn) A method of treating a bacterial infection in a subject, 
comprising the step of administering the phamiaceutical composition according to claim 
17 to a subject in need thereof for a time and under conditions effective to ameliorate said 
bacterial infection 

19. (Withdrawn) The method according to claim 1 8, wherein said subject 
is a human, an animal, a cell culture or a plant 

20. (Withdrawn) The method according to claim 18, wherein said 
bacterial infection is caused by a gram-positive bacteria. 

21. (Withdrawn-currently amende^l) The method according to claim 20, 
wherein said bacteria is an antibiotic-resistant bacteria that is resistant to an antibiotic that 
i$ not included within the scone of Formula 0) . 

22. (Withdrawn) The method according to claim 21 , wherein said 
antibiotic-resistant bacteria are resistant to vancomycin, methicillin, glycopeptide 
antibiotics, penicillin or d^tomycin. 

23. (Withdrawn-currently amended) The method according to claim 1 8, 
fiirther comprising the step of co-administering more than one compound of Fomiula (I) 
accordmg to cither of claims 3 or 4 to a subject in need thereof. 

24. (Withdrawn-currently amended) The method according to claim 1 8, 
further comprising the step of co-administering aa a second antimicrobial agent ©fee? 
fe flii a compound of Formula (I) to a s ubject in n e ed tfacroe fwherein said second 
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antimicrobial agept is not included witTiin the scope of Formula fP . 

25, (Withdrawn-cuirently amended) The method according t^ 24, 
wherein said antinucrohial agent is penicillins, caibapenems, cephalosporins, 
aminoglycosides, bacitracin, gramicidin, mupirocin, chloramphenicol, thiamphenicol, 
fusidate sodium, lincomycin, clindamycin, macrolides, novobiocin, polymyxins, 
rifamycins, spectinomydn, tetracyclines, vancomycin, teicoplanin, streptogramins, anti- 
folate agents, trimethoprim, pyrimethamine, synthetic aatibaotorialg, nitroimidazoles, 
qxjinolones, fluoroquinolones, isoniazid, ethambutol, pyrazinamide, paxa-aminosalicylic 
acid (PAS), cycloserine, capreomycin, ethionamide, prothionamide, thiacetazone, 
viomycin, eveminomicin, glycopeptide? glycylcycline, ketolides^t oxazoKdinones, 
imipenen, amikacin, netilmicin, fosfomycin, gentamicin, ceftriaxone, Sraeia SEACEi 
(56-deacetyl"57-dcmethyM5-0-^e(2-methyl-l-oxopropyl)-12-0-(2,3,6-t^ 
mefhyl-4-0-niethyl-3-nitn)-alpha-I^arabino-hexopyranosyl)flamb^ 
(oritavancin), , Linogolid linegolid (N-[[(5S)-3-[3-fluora4-(4-morpholinyl) phen>1]-2- 
oxo-5-oxa2:olidinyl]methyl]acetainide), Syne^eid gYNERCID (dalfopristm^^uinupristin), 
Aztreonam aztreoTiam (2-[[(Z)-[l-(2-amino-4-thia2»l>l)-2-[[(2S,3S)-2-methyl-4^ 
sulfo-3-azetidinyI] amino]-2-oxoethylidcnc]amino]oxy]-2-methyl-propanoic acid), 
Mctronidazol o metronidazole (2-methyl-5-nitr0"lH-iniidazole-l-ethanol), Epiroprim 
cpiroprim (5-[[3,5-diethoxy-4-( 1 H-pynrol- 1 "yl)phenyl]methyl]-2,4-pyrimidinediamine), 
OCA-983 (l-[[(2S)-2^amino-3-methyl-l^xobutyl]amino]-2,5-anhydro-3-S-[(4R,5S,6S)^ 
2-carboxy"6-[(lR)-l-hydroxyethyl]-4-methyl-7H5Xo-l"azabicyclo[3,2.0]hept-2-en-3-y^^ 
l,4-didcoxy-3-thio-D"threo-pentitoI), GV-143253 (trinem), S ^ e trinem sanfetrinem ((IS. 
5S, 8aS, 8bR)-l, 2, 5, 6, 7, 8, 8a, 8b-octahydro-l-[(lR)-l-hydroxyethyl]-5-roethoxy"2- 
oxo-azeto[2,l-a]isoindole-4-carboxylic acid), CS-834 ((4R, 5S, 6S)"6-[(1R)-1" 
hydroxyethyl]-4-methyl-7-oxo-3-[[(3R)-5-<)xo-3-py]ToHdinyl]thio]-^azabicy^^ 
[3.2.0]hept-2-ene-2-carboxylic acid (2;2-dimefhyl-l-oxopropoxy)methyl ester), Bia^enem 
' bjjapenas (6-[[(4R,5S,6S>2-cari30xy-6-[(lR)-l-hydroxyethyl]-4^niethyl-7-oxo-l- 
azabicyclo[3 .2.0]hept-2-en-3-yl]thio]-6, 7-dihydro-5H.pyrazolo[ 1 ,2-a][l ,2.4]triazoM- 
ium inner salt), KA 1 59 (stipiamide), Dynomicin dynermcin A 
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((lS,4R,4aR,14S,14aS,18Z)-l, 4,7,12,13, l4-hexahydio-6,8,l l-trihydroxy-3-methoxy-l- 
methyl-7,12-dioxo-4a,14a-epoxy-4,14-[3]hexene[l,5]diynonaphtho[2,3-c]ph 
2-caiboxylic acid), DX8739 ((4R,5S,6S>3-[[(3S,5S)-5.[[4-[(2S)-5-amino.2-hydroxy"l- 
oxopentyl]-l-piperazmyI]cari>onyl]-3-pyiToUdinyl]thio]-6-^ 

methyl-7-oxo-l-azabicyclo[3.2.0]hept-2-eiie-2-carboxylic add), DU 6681 ((4R^S,6S)-3- 
[[(6S)-6,7-dihydn)-5H-pyrrolo[l,2-a]imidazol-6-yl]thio]-6-[(^ 
methyl-7-oxo-l-azabicyclo[3.2.0] hq)t-2-enc-2-carboxylic acid), Ccflupromi m 
cefluorenam ((2E)-N-(2-amino-2K>xoethyI)-3-[(6R,7R)-7-[[(2Z)-(5-ai^ ,2,4- 
thiadiazol-3"yl)[(£luoro methoxy)imiiio]acetyl] amino]-2-cafboxy-8-oxo-5-thia-l- 
azabicyclo[4.2.0]oct-2-en-3-yl]-N"dhjd"N-methyl-2^ inner salt), ER 

35786 ((4R,5S,6S)-6-[(lR)-l-hydroxyethyl]-3-[[(3S,5S)-5-[(R)-hydrQxy(^ 
pyn:olidinylmethyl]-3-pyn:oUdinyl]thio]'4-naethyl-7-oxo-l-a2 

2-carboxylic acid monohydrochloride), C e foselis cefosclis ((6R,7R)-7-[[(2Z)-(2-amino-4- 
thiazolyl)(methoxyimino)acetyl]anuno]-3-[[2,3KlihydrO"2-(^ 
pyi^ol-l-yl]metliyl]-8-oxo-5-thia-l-a2abicycIo[4.2-0]oct-2-ene-2-carboxylic acid), 
Sanf e trinem saofetrinem celcxetil ((lS,5S,8aS,8bR)-l^,5,6,7,8,8a,8b-octahydro-l-[(lR)- 

1- hydroxyethyl]-5-jnethoxy-2-oxo-azeto[2,l-a]isoindole-4-carboxylic acid 1- 
[(cyclohexyloxy)carbonyl] oxy]ethyl ester), Co^iiomo cefbirome (l-[[(6R,7R)-7-[[(2Z)- 
{2-ainino-4-thiazolyI)(methoxyiimno)acetyl] amino]-2-carboxy-8-oxo-5-thia- 1 - 
a2abicyclo[4,2.0]oct-2-en-3-yl]Tnethyl]-6j-dihydro'5H-cyclopen^ 

salt), HMR-3647 (3-de[(2,6-dideoxy-3-C-methyl-3-C^niethyl-alpha-L-ribo- 
hexopyianosyI)oxy]-n,12-dideoxy-6-0-methyl-3-oxc>-12Jl-[oxycarbonyl[[4-[4-(^ 
pyridinyl)-lH-imidazol-l-yl]butyl]imino]]-erythroTnyci^^^ RU-59863 (C-7 catechol 
substituted cephalosporin), KP 736 ((6R,7R)- 7-[[(2Z)"(2-ainino-4-thiazolyl)[[(l,4- 
dihydrc>-l,5-dihydroxy-4-oxo-2-pyridinyl)niethoxy] imino]acetyl]amino]-8-oxo-3-[(l,2,3- 
thiadiazol-5-ylthio)methyl]-5-thia-l-azabicyclo[4.2.0]oct-2-ene-2-caiboxyUcaci 
disodium salt), Rifalazil (r,4-didehydrD-l-deoxy-l,4-dihydro-3 -hydroxy-5 -[4-(2- 
methylpropyl)-l-pipera2inyl]-l-oxo-rifamycinVm, MEN 10700 ((5R,6S)<-3-[[(2-aniino- 

2- ox oethyl)methylamino] methyl] -6-[( 1 R)- 1 -hydroxyethyl]-7-oxo-4-tbia- 1 - 
azabicyclo[3.2.0]hept-2-ene-2-carboxylic acidV Lonapoae ffi lenapenem ff4R.SS-6S^-6- 
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[(lR)-l-hydroxyethyl]0-[[(3S,5S>-5-[(lR)-l-hydroxy-3-(methylaimno)propyl]-3- 
pyirolidmjd]tMo]-4-methyl-7-oxo-l-azabicyclo[3.2.0]hept-2-ene-2-carboxylicacid),BO 
25()2A((4R,5S,6S)0-[(2S,3'S,4S)-[2,3'-bipyirolidin]-4-yltMo]-6-[(lR)-l-hydroxyeth^^ 
4-inethyi-7-oxo-l-azabicyclo[3.2.0]hept-2-ene-2-carboxyIic acid),NE-1530 (3'- 
sialyllacto-N-neotetraose), PR 39 (L nrginyl L arginyl L arginyl L prolyl L aiginyl - L - 
prolyl L prolji L tyiosyl L loucyl L ' prolyl L arginyl L prolyl L arginyl L prolyl L - 
prolyl L prolyl L phonylnlonyl L phcnylalimyl L prolyl L prol)^I L orginyl L loiicyl L . 
prolyl L prolyl L Qrgin)rl J, iaoloucyl L prolyl L prol y lglyc>i L phonylalanid L prolyl L 
p rolyl L - orginyl L phenjialanyl L prol>i L prolyl L tgfiinyl L phcnylalanyl L 
proli n amido [SEQIDNO; 1]). K130 (5-[[4-[3-[[4-[(4- 
aminophenyl)siilfonyl]phenyl]ainmo]propoxy]-3,5-dimethoxyphaiyl]m 
pyrimidinediamme). PD 138312 ((R> 7-[3-(l-amiiio-I-methylethyl)-l.pym>lidiuyl]-l- 
cyclopropyl-6-fluoro~l,4-dihydro-4-oxo-l,8-n^hthyridme-3-carboxylic acid), PD 
140248 (7-[(3R)0-[(lS)-l-ammoethyl]-l-pyiroUdmyl]-l-(2,4-diflxiorophenyl)-6-fluoro- 
l,4-dihydro-4-oxo-l,8-naphthyridme-3-carboxyiic acid), CP 111905 (5-deoxy-5-[[(2E)-3- 
[3-hydroxy-4-{2-propenyloxy)phen)4]-2-methyl-l -oxo-2-propenyl]ainino]-l ^-O- 
metfaylene^D-neo-inositol). S ulopon c m sulopenem CfgR-fiSyfi-fflRVl-hyrlmTyptl^yl]-?, 
oxo-3-[[(lR,3S)-tetrahydro-l-<)xidc>-3-thienyl]thio]-4-thia-l-azabicyclo[3.2.0]hept^^^ 
2-carboxylic acid), ritipenam acoxyl ((5R,6R)-3-[[(aininocarbonyl)oxy]methyl]-6-[(lR)- 
l-hydn>xyethyl]-7-oxa-4-thia-l-a2abicyclo[3.2.0]hq)t-2-ene-2-carbox3dic acid 
(acetyloxy)methyi ester). RO-65-5788 ((6R,7R)- 7-[[(2Z)-(5-aimn(>-l,2,4-thiadiazol-3- 
yl)(hydroxyiinjno)acetyl]amino]-3-[(E)-[(3Tl)-r-[[(5-methyi-2-oxo-l,3-dioxoM- 
yl)niethoxy]caibonyl]-2-oxo[l,3'-bipyiTolidin]-3-yIidene]niethyl]-8-oxo-5-thia-l- 
azabicyclo[4.2.0]oct-2-ene-2-carboxylic acid monosodium salt), Sch-40832 (N-[[48-[l- 
[[2,6-dideoxy-3-0-(2,6-dideoxy-D-arabino-hexopyranosyl)-D-arabino- 
hexopyranosyl]oxy]cthyl]-15-ethylidene-l,3a,4.5,10,ll,l2,I3,14,15.19,20,21,22,28, 
29,41,42-octadecaliydro-41-hydroxy-12,45-bis(l-hydroxyethyl)-l-(hydroxymethyl)-22' 
(l-hydroxy-l-methylpropyl)06-mettiyl.51,54,57-tri5(methylene)-3-(inethylthio)- 
10, 13,20,27^8,49.52,55,58-nonaoxo-l 8H,27H-5a,29-(iminoethaiiiininoelhaaimino 
ethaniminoethaniinino[7,2]qiiinolinomethaiioxy inethano)-9,6: 1 9,1 6:26,23:33,30- 
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tct^amtrilo-16H,33aH-iInidazo[1^5':l,6]p>rido [3,2-m][l,l 1,17,24,4,7,20, 
27]tetrathiatetiaazacyclotriacontm^ 

alanine methyl ester stereoisomer), micacocidin A ((OC-6-26-A)-[(4S)-2-[(2S)-2- 

[(2R,4R)-2-[(4R)-4,5-dihydro-2-[2-(hydroxj^.kappa,0)-6-^ 

.kappa.N3]-3-methyl-4-thiazoUdinyI-.kappa.N3]-2-(hy^^ 

dimethylelliyl]-4,5-<Iihydro-4-mefhyl-4-thiazolecarboxylato(2^ .k^a,04]- 
Zinc), SR-15402 ((lS.5S,8aS,8bR)-l,2,5,6,7,8,8a,8b"OCtahydro-l-[(lR)-l-hydroxyethyl]- 
2-oxo-5-[(3S)-3-pyrrolidinyltWo]-azeto[2,l-a]isomdole-4K:arboxyU acid), TOC 39 (1- 
(2-amino-2-oxoetfayl)-4-[[(lE)-2-[(6R,7R)-7-[[(220-(2-amino-4^ 
(hydroxyimino)acetyl]amino]-2-carboxy-8-oxO"5-thia-l-azabicyclo[4.2.0]oc^^ 
jd]ethenyl]thio]-pyridiiiiimi inner salt), canimonam ([[(Z)-[2-[[(2S,3S)-2- 
[[(aminocarbonyl)oxy]methyl] -4-oxo- 1 -sulfo-3 -azetidinyl] amino]- 1 "(2-anuno-4- 
lhiazolyl)-2'-oxoethylidene] amino] oxy]-acetic acid), CcfogopmR cefozooran (1- 
[[(6R,7R)-7-[[(2Z)-(5-amino-l,2,4-thiadiazol-3-yi)(meihoxyjmino)acetyl]a^ 
carboxy"8-oxo-5-thia- 1 -azabicyclo[4.2.0]oct-2-en-3-yl]mcthyl]-iniida2o[l ,2- 
bjpyridazinium inner salt), C e fetam e t cefetamet pivoxil ((6R,7R)-7-[[(2Z)-(2-amino-4- 
thiazolyl)(mcthoxyimino)acetyl]amino]-3-metfayl-8-oxo-5-thia-l-a2abicyclg[4 
ene-2-carboxylic acid (2,2-dimethyl-l-oxopropoxy)mcthyl ester), and T 3811 (des-F(6)- 
quinolone). 

26. (Withdrawn-cuirently amended) The method according to claim 24, 
wherein said antimicrobial agent is selected fix)m the group consisting of imipenen, 
amikacin, nctihnicin, fosforaycin, gentamicin, ceftriaxone, teicoplanin, Ziiucin ZSRACIN , 
LY333328, CL33 1022, HMR3647, Linczolid hnczolid. Sa-nercid SYNERCTD, 
Aztr e onam aztreonam and Metronidazol e metromdazole . 

27. (Withdrawn) The method according to claim 19, wherein said subject 
is selected a human or an animal. 

28. (Withdrawn) The method according to claim 27, wherein said subject 
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is a hiunaii. 



29. (Withdrawn) The compound of claim 3 having the formula QB) : 




NH2 



and^wherein, R is an amix3Q acid side chain. 
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30. (Withdrawn) The compound according to claim 29 selected from: 



Compound # 


^.6 


45 


H 


54 


0 


79 


H 




H 


81 


F 

H 


82 


N 

\ 


84 




139 




158 




146 


H 
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Compound # 




212 




85 




174 




f o 


H 

NH2 


150 


Ph 


130 




138 




168 




274 




317 




280 




275 
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ElOTl 



Compound # 


Rl6 


283 




285 




50 




38 




115 


CN 


105 




76 




147 




164 




210 








107 




111 
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I2I072 



Compound # 


R.6 


103 




253 




227 


O 


372 




386 





31, (Withdrawn) A method of using the compound according to either of 
claims 29 or 30 to make a compound according to either.of claims 3 or 4. 
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